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6 



CH 2 40 



i^^u-K *^t yji/:?*^- hs^tfx^^o-ff 

[0 05 2 ] B1<D#I£LT«:, 7* l/*Kx^f;HI 

T^yu-K 2-i^W^7^'Jl/-h k is 
o - S~)IT? 'J K b?is)VT 2*) U- K t- 

:^jUT*y i/— K Ji/T*y u~ K 

W^'Jl/-h§), ^**y;l«x;*<7\>MB| (ffliL 

2 -x^;u^.+ >/;i/^ y k i s o - 

y k k^i/jw*^ y u- y 

y^^yu-h, ^>y;M^^yu-h, 2-tiKn 

K ^^P^^;M^^yi/-h v ^u^;uy£^y 
U- K 4-^UP^y^M^^yu-h, x^-U> 
^y a-jVisj 2? y h^) , t^ibxxf^S 

. r^yjurs Kffl 7*y/b75 b\ s 

7^y;U7^h\ zrmrtr y ^75 h\ tert-^ 
3=\>bT* y ;i/T * b\ ^u^+v^ut ^ y ^ f. 
^>^7^y^7$ f, tKo^w^^^y^ 

5 h\ ^ h*fx*;U7^ yjUTS F, S^rf^UTSy 
x^;i/T^ y;l/T^ F, 7x^17^ J;l/7 5 F, ^ 
W7^y;i/7U\ ^x^bT^y^T^ F\ 
r^x^;ur ^ y;i/r $ ^7th>7^ywn* 
. ^^^y^7 5 KS (WiUf. ^£^y;urs 
h\ y^;u^^^y;i/r 5 h\ x^;uy y;ur ^ 
h\ ^DfjM^y^n*, * * y jut = 

h\ t e r t-zf?-)lS2?V)lT* b. is Za^is 
2 2 V )IT $ b\ <OisJlSZ? yjUT5 F, tF 
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(11) #§52002-127586 
19 20 

'JJbTSF, i/J?)lT$ ^x^M^^ >;;UT $ h\ 'J:r>, 7 * ~;Ut:*~;U>5r b>3^ ^Pf^CiOTt 

j*)\,z*i>>, ^y^;ux^u>, h'jy^i/>x^ L< m^btiZ#mm&ftft¥ffl&*± 

^^IS^f^xxfJ^j:^) , Jxfcf— JU'O-tf 10 [0 0 5 4} 
-(CHj-CH^-CCHa-CH)^— (CHz-CH^— 




ch 2 -q-r 2 cr 
R 3 



No. 


x1 


yi 


z1 


R 4 


R1 


R 2 


R 3 


CP1 


1.0 


49.5 


49.5 


C 6 H 5 


CH 3 


CH 3 




CP2 


1.0 


59.4 


39.6 


CsH 5 


CH 3 


CH 3 


CH2C5H5 


CP3 


1.0 


69.3 


29.7 


CeHs 


CH 3 


CH 3 


CH2C0H5 


CP4 


1.0 


79.3 


19.7 


CeH s 


CH 3 


CH 3 


CH2C5H5 


CP5 


5.0 


47.5 


47.5 


C 6 H S 


CH 3 


CH 3 


CH^Cgl^ 


CP6 


0.5 


49.75 


49.75 


CeH 5 


CH 3 


CH 3 


CH2C6H5 


CP7 


0.25 


49.9 


49.9 


C«H 5 


CH 3 


CH 3 


CHzCgHs 


CP8 


1.0 


39.6 


59.4 


C 6 H S 


CH 3 


CH 3 


CH 2 C 6 H 5 


CP9 


1.0 


19.8 


72.2 


C 6 H 5 


CH 3 


CH 3 


CH2CJH5 


CP10 


1.0 


49.5 


49.5 


C 6 H 5 


CH 3 


CH 3 


CH 3 


CP11 


0.5 


49.75 


49.75 


CsH s 


CH 3 


CH 3 


CH 3 


CP12 


2.0 


19.6 


78.4 


C 6 H 5 


CH 3 


CH 3 


CH 3 


CP13 


2.0 


19.6 


78.4 


COOCH 3 


CH 3 


CH 3 


CHaCeHs 


CP14 


0.0 


50.0 


50.0 


C 6 H 5 


CH 3 


CH 3 


CH 3 



[0055] ztxh<D*>) ^-miL^tmmoi^mx-m 



[005 6] *&w<dj > zsEmtmommi&fmvg. 

50 [005 7 ] W«iS5^ifC«. ttftU<it^mbtc 



(12) 

21 

Hz^^f&DiStfH^©^? h#y v-, 
7"5>. #-fc?-Y>3?©Sa?t. t Kn+i/xf jn»ji.n 

t 1 *^ h7>«6K«^i©$S^^ < #y-N- 
e-;ufo';K>« # y r ? y #y> y^ 

y K-^t? ^-;H?<D*— £*&#©&£ 

£a©£l£8l*ttii!#^©^#£ffl^£ C t 

1. 4<gJ«±-t?*SC<i;r$)-2>o 20 
[005 8] ^WSSfigSiJ^ffi^rfe, iS5#T©gB3? 

*;UAr;Uf"t K. ^y**tf-;k y;u^;i/T 
Aft F, -y-*>'>7.>l/f r fc K^©7Jt"rk A3 

h y v-)i,x)i*>m-PT ? y ;ut s vmm 

St. itWJA 5 K»**lf-5.Ci*5r|t^ = 30 
■fe'5^>?rtfSK:«, y>ao- s - h 'J7y>a. f 

coo59] mismft^-t btii. mmLtcTkij^^.^ 

miZCtft-c*2>. S iO,/N 

a^&tf/ifcaS i oyK.OTiSh^Ai. S i 
O./Na.OROVS/ctiS i Oj/KjOCD^l/ttW 
$L<«1 -5©®H(*3K*.S**'7XT&5, 0 Cft6 

7jw y A^f^^mitm^^tcmm^mL-c^^Tii 40 

on. mm, mm. mma^x^m^tumm 

&mmm. *®&m&mmmmvpm2tizmmmi& 
s. r^tfj^xmrn^m^mm-r 

[0060] &immft*ic*i-r zitwM&mft^mk 

4/1-2 o/ir&s. 

[oo6i] ^.mm^smt u-amicmmztirj:^ so 




^S2 0 0 2-127 58 6 
22 

>^-^$u— h> h y T42^;H2JUP-x^ci©7"-5x 

iii«Ji5fi£@©S«14©/ii«?>JC-e-©^ffitCT9l@?:^fc 
[0062] *^©iii^^B«««©^i£-c^-r 

u < im$m<DMBLtffflm<D*f7 z$K®um.+ 2 0 -cm 
r*>j:cs tmwomom s«. 5~ 1 0 0 ym#s?g 

[006 3] *l%^©iii^^fS@«:«-7 y hftfem^Z 

s>J. '>y3->^ , 7^i'^^©x^y?pj^ffl-r*ct 
[006 4] *^©*l4^>^fflfiKWcot»r 

W^^^^-c^r fecfci*. bx 

3 --o£y-;k 2 -y ?-Jb- l - s-iv^ 3- 

^ 1 2-^ ^A-2 

5^3 -y^Jb-2 - y-Jl/^E©— l7Aa-;Wfc 



(13) 

23 

/ofU>^'j3-;k h 'Jxf U>j"J #y 
tfyf-f-^x^-u-Z/yy n-j^ 1. 3-^^>> 5 ^-- 

;k 9 y -b y >sy i , 2. 6--M*-i»->h y^-jn? 
m*w»tnt& 1 fcft < . 2 «sjw±©* 

m<Dmmmi*. *&-Y>fiu&i2»©o. 1-20. 01 

[006 5] *§m<07i<.&-<>i>ffl8.<&)<D# V -7-m*L 10 
IrtLXit. i&'&lfiO. 0 5HBt/um©tf 'Jv-Wt 

rff tat- » s 0 < immtomtms 20 

KP^T £B$©j&5> t ISJ D f* -o X fcf&fc -y X^X i> J: 
[006 6] *^©*1±-Y>^ffi^«J©7Kyv-^tte 

tarn* y •? -a> <E»ii* $ ti zm <o m l m& t * * z y & 



^2002- 127586 
24 

e^ss ft £iNi 0 ii o ma* w-r -s # y - s c 

[0 06 7 ] *§tW®*&^>?®fim<D#<J•?--8t1&^ 

*t bxmt l < ffli^ftsffit*^ * \s>m*m?z># 
y^- (^w'-iMtt-?-) st4>f-u>s*wr^ 
* y -7-^* 5-40 ftfi%^frr * c i 0 

<> 1 5-3 0HS%^Wr^>C<k*sj;»3SfSl,(<^ 5 

mm^rs^toLtctif. mm^frnxo^y^mm^ 

xit^W- (*y v-gftfe^) ©Tg 

as) *5ft<ftD, -f^ffflfiS^rr^wb/c^. em* 

[0 068] *^W©*tt > >?®J&®<D# y 
*©*£K*©|SIK:»* L/ < fflt^ft^JSlom^J.!: 
LTtt. T-^>^ROV^^>^©(,^ft©Sl£;tt?L 

fjHPirfcWKPRjesti-i*. «*.«'.. (yf)7>;jn.' 
7i"j;H, *^yjuS£c£*©^#Ji-*£l4 

2 w«fcj±a§a-£-*>t>-T * y v -aaa* zmsmm? s 
vztc&mxsz. 

[006 9] ±.&r~*>?(kfx.&\!t%{m± bxit. m 

Atf. TK-«se [ 5 ] - [ 8 ] -CSI3ft£KJ£tt?Ut 

[007 0] 
Utll] 
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(14) 



25 



2002-127586 
26 



C^—CH-CHjOCHa-CH-O-CCHzCHOm-SOaM 




CH=C — X— * 




CH 2 -Q-f \-R 3 



O - (CH 2 CH O)^- S0 3 M + 

3 



R 



OH 
i 



CH2=CH-CH 2 -(OCH2-CH-CH 2 ) q -OOC-CH-S0 3 M 

CH 2 COOR 3 



OH 

I 



CH 2 =CH- CH 2 - (OCH 2 - CH - CHa) q - OOCCHj - CH - S0 3 M + 



COOR 3 



R'-^j^-OtC^CH.OU-SO^ 
CH 2 

R 5 — K V-OCCHjCHjO),,- OCO-C= CH 2 




[007 MSfr R 2 te*flXte^;US£SIU R 3 
I2K3RK6^1 8(DT;l/*iUS, T;i-5r~;uS, TU- 

lil-5 0(Dm nttl-5 0©a qteOXBl 
[007 2 ] ±IE-fl5S; [ 5 ] X'gkZtiZT ~*>t£& 

se-ionj. rrf^'irv-^ se-2 
onj . rrf^yrv-^ se-3onj c«±. 
tenftxm <«o isd £ ; _ua— (as [ 6 ] ra^n^ 

r?^7D> hs-05j , rr^rn> hs-i 
oj % rr^rn> hs-20j, rr^ra> h 

S - 3 0 j [«±, Jg-XJtSSIH «*) ») £ ; _hiE- 
«a [ 7 ] ©r^*>«St6tt*Lft«©ft#«4 or 

tt. WL« r^irAJl/ S-120J, T?7M>3\, s 
-120AJ, r^7-A;U S-180J. r^f-A;U 



S-18 0AJ CfcLL ?EX (1*) liK rxu^y 
J S - 2 1 j CHEMbSl* (HO H) ; ± 
IB-fia^ [8] ©T-*>»Sffitt»WI*l©ft#«4L 
Ttt* l"T> h MS-60J CH#¥Ufc 

#J (AO SO ; *ti*ti*WSCi*J-c**. 

[0073] *it*<oibor~*>m&jtt&%im^ u 

■CB, Wl«r^AJU ASKj CJE3E <fl0 »3 9 
Sffl; «Ati Txu^ y-;u RS-3 0 j CH#{b&X 

40 m (4*) an 3?<d* y**^y;u*u> (^^) t*»j 
u- m«x^f ^*»si£tta{l3W ; r r a - 

1120J, TRA-2614J t«±, B:«Ubffl 
«jt«rr>h^^^ MS-2NJ CB^SMtffJ 

«*«rH-3 33 0PLj CS&-XiHSIi (80 SO 
so m<o* yi>L<f c tv> (i/viza-ji- l 
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(15) 15K52002-127586 
27 ' 28 

-^-3-T';;u-2-^';^*->TJU*u>i-7- Tia^es; [9 ] rz? [ 1 o ] -emztizm&te 

[0 075] 

[0074] ±IE^-*>^KJ£tt?Lft£'J<!: OTW:. #|* [{b 1 2 ] 

CH 2 =CH - CHjOCHz- CH- O- (CHaCHO^- H 



CH=C— X-/\\-0- (CH 2 CHO)n,-H 
R 4 R 2 \=^R 3 



[00761 S*, R'ttTkfgXW^^l'tt^glU R 3 
BKf»6-l 8©T;U+JUa. TJU^-Jl'S. T'J- 

5 o ommzm.?. 

CO 07 7 ] ±ia— [9] -C«§ti-5^-*>^JS 
7* NE-10J , TTriJ'JTV-y NE-2 

oj . rrr* , JTV--7" ne-30j CfcLh. tem 
fbl* (80 H) ; ±ie-)&5£ [10] 

*7Q> RN-10J. rri'TO RN-2 

oj . rri7TP> rn-30j, rr^rn> r 
n - 5 o j c«±. m-j-wmm (t*> wn ^ ; -e-n 

[007 8 ] *fc*<Dflfe©^^^>SJgjtc;tt?L^bS'J<t L 
TB. Wi«rRMA-564j, r RM A — 5 6 8 J 

CfcLL B^L^b^J (t*) H) ^©^>;^-+^r;u*u 

]tt>t4?L{bffI ; «*.« TRMA- 1 1 1 4 j CB^fbSiJ 
(ft) W) fO^'M + ^J^U^+^i^ 
i-fJK^f)7i"JU- K^JSStiSUbS'J ; 

[0079] Cft65£tt?UbJW©5 
+ >^<D5fCttfLlbSiJ?rffll>.2.0*^S 0 < . ^Bjtc 



c^i'©as*^Buie— flasc [5] •c^swi'^ci 

-JU- 1 -7'JA- 3 -7)l>*)lV 2-#<)* 
* x U >lfcmx- X f)U&m 7~* >^JStott?LI b 

X«. WIS-^ [6] tiSh^'j^Vi^ 
l> > T rt> + ;b r .n- ^ x ;l< y x x ji/ x - H5tKx x f - ;u 
^Tx^->^tStt#L[bSiJ?rfflt^<D*^K:Sf3;b 

30 [0 080] Ctl6SfDtt?WbS<J(D«fflfii3:. #f£Wc 

ffl^e»n^,#s#^it i o owssp^/co . -mca . 

l~3 0ftsam>6ft, »*L,<«2~2 5ftSgP. 
1fu:»$L<«3~2 0ftSgfSffll,>e>*i3. 
[0 08 1] *^<D7kt4-OfffifiS155©jJ< 

^RD^bfi^ici^u-cii. ^6fts**^<**#ffc4&© 

[0 08 2 ] ±iaiSCDyx^>^?L{bS'ja<!:Or. 05 

40 xtf. ^'j^+->x^u>7^ ';;ux— tju. 

i^x u > x r 7 ') )l x - 7-)im®# ') * * >-x u > 
^•5'TJi'+;Ux-7-^a ; «*.«. ^U^+i'x^uv 
yxjU7 xxji/x-7-;u^©^y ^•+^x^u>r;i'* 

ux- h I?© v ;U t £ > JSI&IhBS Kx x -r -H-JS ; tflx. 
-•KU**i'X^b>VJl'f^>5i;^iflfiKxX-r-;MS ; 
50 ^x^U>^y^7-T U- H3?©;J<'J **->x^U>ift 
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(16) 

29 

BiMKx x 7-)im ;mz.i*. * <) ^>x * u > - * y 

[008 3] £/c±iBffi^©T-:*>3ft?Ub8<I<t: LT 

». tio-omi- h y ^^©ssasimRfi&ig 

F y A^cDT^+^Joggixxf;^® : 10 
lf> .H'Ji+^xfuv^^'J^x- -r;H5£® y- F y ^ 
Ai?©#y **vx^^>TJ^*;^x-7v^^xxi^ 
J^&ffi;09;Ltf > #y:**i'x^u>,/x;i,:7xx;i,x 
—^;wKKy- F y-^A^D^y ^-^^x^u>t;u+>'1' 
ry-^x-T-jl/K^xXT-;^!® ; -ty ;J-i^;l/*;U 
*3^^gt F y *^ A , ^*d/?-;^;l/^3^^K^ F 
y 9a, ^y^*'>x^u>7^ yrt->uu*:a.n27&y- 
F y ^A3?©TJi'*;u;oi<*:3/^&xx7-;i>&;&iy : -€- 

[0084] cft6a«©sMt«*aresi£tefUfcsi«t 20 

#r«fflbrfcj:< . -e©^fflfi«#s<* 1 0 0 mmm 
mtt o 0 - 1 ftsas-c*3©#ss? * 

[008 5] #»W©*«:<f ls?®!lSM<D# U v-*tft 
TOfLfbS^CCi^O-CfJ. f#6tt£Sfi£#7k#i5rt»© 

JfcttfU bM&O't&gltJfcC Tffl U SBtfieji^©T x * > 
Jfiacf/XB-^ x* >mfbiPJ 1 1 1> ic*^tt^3 a 

[0 08 6] ±IB©*^tt^S3 a-r Ki LTB, CTA 30 
tf. $HfHr>it#<) b-xjI/TJU^-;!,. SE^Xfctfy 
t'x JUT Jl> 3 - ;k y t' x ;uy ;lo - JU3?©# y 

t'xjl/T;U3-^!R ; flJjUi, t Fa^x^HrJUn 
— t KP + '^'P t\>Hz->H3— X, *>)\,#*i/ji =$■ 

mm&m-cbmm-c* *Mfig3p-/FofiMt 
«. B?iemfi<*©^it i o ossgp^/co o-ion 

[008 7 ] BtCJUkK^lcBROTtt. Wiltf . 40 

jSBt^hy^A. jUSS^^y ^A. JiK^T>*x^ 
A&<ir©iUpggtJ&S ; t - t/^JUt Fa^-*+j/ F*. 
i^>t h - p;<-t*->K, p -y>£>t F*P'<-:t 
*f K«c^©W«jSK<k«ja ; iHfttb** ; &<!:©*£■ 

«Sfc«#fl!©t>r*i©^r«>fiJffl-C#&«, Ch6©l 
£HS&JWtt. BUlBmS#©^ft l o o mmsncia UT. 

o. i-i «aseffl^-5©*w^ u.k 
[008 8] £tc%itm^icf%Lx. m<& 
m^mtth^cm^m^mmt^ctifi-c^h, c©«t so 




^2 002-127586 
30 

=>- (-^^©STcttW^b^ ; **s£iay- f y 
a, ffi«6S?y-hy?A. assfc&y-F y?A, summ. 
mm- f y ^^(DMymmmt^ ■. i^wsc <h 
#-c#s. cne>M7tS<j«. mriamfitt©^n-i 001 
saucer, o, i~i«sg&fl3V5©>w$tA>. 

[0 089 ] MtCS/c> fMb*£lCRgLT«iii&^l«iJ 
S C <i # C © J: *> «:iiljf|^«)?PJ ilT 

^^•yyrJU-h. 2-^JW^hi$/-JK Fy^ 

Sid^Jtt. iwiemfi#©^H-i o oitspccfc^oro 

[0090] itcmsimm^cmvx, atmicnmsti 
z&m.£um*> 4 o~i o ccwsk . 60-9 

[009 1 ]*< Lrf#?.n?c, M^*^tJ(!B5©7}c14 

i«*tc^U!3n-ci,^ii^^ia^©iK[a«. 0. 05 

nm-^Ws.umT?$>2>C t-hmt. L<. 0. 06-1 Mm 
riscijjsjros?* L< . o. i~o. 2-c$>2>ct 

[0092] *mw<Dimmk&t u-r«. **s#©^ 

nmtm&v b y r y ^ >^?s«sms??rpif s d 

«±©tt?gtt&i4*#fflLTfcj:t,>. cne.©im^ 
*4©^ini««. j>i>mmm<Do. i~2ost%w 

[0 09 3 ] *^Hj<D7ki4-0 fffl^©)tC« > -e©flk© 

^tns«i*^n^n©gwicic.Dr mm? z> c tw-c% 
h. mm. ma'm.fm. nmmm>L mm 
guisw. pHimffl. mw]j±m. m9\-^itnm. 

[0 094] 

*^©n^©m»cne»ic^5n.s4>©-c 

[0 09 5 ] HiS^ 1 

u>i>is*.v bm<o-<> t>mmft<mm) ?sa o . 
i 5u:#feefeo/c#yx5 : -u>7-U7^fU- h7 ^ ju 

A-^-X (IS**s i 7 5 Mm) ©Jtffi (Affi) lCTf2© 
T? I JH 1 iR^I 2 Jf «MGNRV . 4> 5 -#©ffi ( B 

®) ic^^*>y»*aw. i 4 o*c-c2#iiggi#ia£ 

[0 0 9 6 3 
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[0 0 9 7 ] 



# 



(17) 



31 

AH 

■ mim 

nmrnxm i 

SP - 1 5 

^'Jv-7f 1 : 
■JU-h (20/4 0/4 

yi/-F (40/40/2 



2002-127586 
32 



1 

*X2 
1 



40mg/m I (Mfcft) 
7 6 Omg/m 2 (BJBd) 
4 Omg/m 2 
6 mg/m 2 



^3 3 00mg/m 2 (HffJ#) 

1 15 m g/m 2 

6 0 Omg/m 2 
1 0 Omg/m 2 
7 mg/m 2 
1 mg/m 2 

omm%) «t^'j?-7r^n 

^;M^i"JU-h (35/40/5/2 Oil 

011%) ^m&tfW-vTvZZ 
* * Ub l 3 ] 



C 9 H 19 



0-(- CH 2 CH 2 of-^- SQ 3 Na 



— (-CHzNHCOCH^OaCHsCHg } 



! 2 

[0 09 8 ] 40 
Bffi 

^'j7-7f £X4 5 0 0mg/m 2 

*»tt#yv-l 2 5 mg/m 2 

VxXirJU 2 0 0 0 mg/m 2 

#';^Jby y U- hS&EH 1 (¥#3&S1 0/im) 

1 2 0mg/m 2 

jraSffitt«3 5 mg/m 2 

#y^-^f*?^x4 : x^u>-yy *^uy£# y h - n:/^;UT^ 

'j U- h - 7^ h7-t ht^>x^M »; h (4 0/3 0/1 0/201 

m%) si^y7^7f-;^ 



J P 2002-127586 



Page 18 of 21 



# 



[0 099] 
Hbl4] 



(18) ftm 2 0 0 2 - 1 2 7 5 8 6 

33 '34 

* [0 1 0 0 3 #1^, 
[0101] 



■by (■Milt, Tia©ili^^ 



C8F 17 S0 2 M-CH 2 COO 
C 3 H 7 



Na + 



10 



(mim, m2m) 
sewn (ductals) 

(131) 

ftfmm&ft*m& m 1 ictets) 



1 tClHi£<DS) 
1 K!B*£<DS) 



SStStftJ ($ 1 tCBBtt) 

W-i^&n 1 5 m m©# V ji 3->\>>t 5t?VU-\- mk* 
5?M§ttS«J4 



[01023 

Hb l 5 ] 



CH 3 



C 6 F 17 S0 2 NH-(CH 2 ) 3 -NtcHs 



CH 3 



30 



iS'fBSitmi ~1 3 



[0 1 0 3 3 ULfc©<fc5lcl/'C-r: 

*f£-f>»ttjgB&i - i (*»gi> (Dim 

MN-l (E-rthTthti/x^WJJ'JL/- 
h) 5g, i?Jl/'v+>'A7i'Ul/-H5g, X^b 
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